


• Active & potent metabolite of Loratadine

• New Second generation H1 receptor antagonist 

• 2001 approved by FDA: Aerius® & Clarinex ®



• A long-acting tricyclic histamine antagonist with selective H1-receptor 
histamine antagonist activity

• A study in animal model showed that desloratadine did not readily cross the 

Blood Brain Barrier.
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➢Adults and Adolescents 12 Years of Age and Over:

• Neotadin Tablets - one 5 mg tablet once daily

➢Children 6 to 11 Years of Age:

• Neotadin Oral Solution - 1 teaspoonful (2.5 mg in 5 mL) once daily

➢Children 12 Months to 5 Years of Age:

• Neotadin Oral Solution - 1/2 teaspoonful (1.25 mg in 2.5 mL) once daily

➢Children 6 to 11 Months of Age:

• Neotadin Oral Solution - 2 mL (1 mg) once daily 



Anti-H1 Ki (nM) Relative Affinity

Desloratadine 0.9 194.4

Carebastine 10 17.5

Mizolastine 22 8.0

Terfenadine 40 4.4

Cetirizine 47 3.7

Ebastine 52 3.4

Loratadine 138 1.2

Fexofenadine 175 1.0

Receptor-binding affinity of histamineantagonists

on recombinant human H1receptor

Courtesy of Prof. P.Devillier.

Anthes et al. Eur J   Pharmacol.2002;449:229.



Comparison of H1 receptor-binding affinity of antihistamines

1. Anthes et al. Biochemical characterization of desloratadine, a potent antagonist of the human histamine H1 receptor. Eur JPharmacol.

2002;449:229-237
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Human H1-Receptor in CHO Cells:

Kinetic of Dissociation [3H] pyrilamine vs [3H] desloratadine

Pyrilamine dissociation

50% in 3.8 min

Desloratadine dissociation

37% in 6 hours

➔ Long Duration of Action

Courtesy of Prof. P. Devillier.

Anthes et al. Eur J   Pharmacol.2002;449:229.
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Comparison among 2nd Gantihistamines27



MEAN PLASMA CONCENTRATION OF DESLORATADINE AND  

3-HYDROXYDESLORATADINE IN HEALTHY SUBJECTS
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1.Mean plasma concentration of desloratadineand 3-hydroxydesloratadine in healthy subjects

2.Arrfrime et al. SCH34117:Astudy evaluating the suppression of whealand flare following multiple-dose administration of  

desloratadine(5mg) to normal volunteers, Clinical Pharm. Study, 2000;1196:1-41
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Courtesy of Prof. P.Devillier.

Banfield et al. Clin Pharmacokinet. 2002;41(suppl 1):29.  

Dresser et al. Clin Pharmacol Ther.2002;71:11.
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Optimal pharmacotherapy must 

✓ control symptoms 

✓ improve patients’ quality 

of life

A six-week randomized, double blind, cross-sectional study

• Group 1, 20 patients received desloratadine (5 mg/d) 
alone

• Group 2, 20 patients received desloratadine (5 mg) plus 
montelukast (10 mg) 

Desloratadine (Neotadin®) + montelukast (Airokast®) 

has a considerable impact on quality of life, 

especially night symptoms.



▪ Highest H1-receptor affinity among second-generation  

antihistamines

▪ Slow dissociation from H1-receptor

Greaterin vitro and in vivo antihistaminic potencythan  
loratadine

No sedation

Nointeraction with food

Unlike loratadine, not metabolizedby livercytochrome  
P450 3A4pathway

Unlikefexofenadine,no interactionwith intestinal P-gp and
• OATP pathways
▪ Predictable absorption and serum levels






